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^^mi~3®k Kn=¥i>T;i/^;K SR^, SOR^, SOgR^. (CHg) ijC 
OgR^. SOgNR'^R^, CONr'^R^, (CH2) j^N r'^R^, %fz.\% (CHg) 

(R*^) COR^ (Z13T% kttO~5(DMIS:$:^L, R^ttM^tlt 1 ~ 5 
;i/=¥/l'S:^L/, R'^^J:tFR%-e4l-?tigtfMlC7K^, ^^^IR 1 ~ 5 (DT;1/^;1/. 

^ililc4~6(Z)2/iJ?nT;i/=^;i/T;i/=^>n/S:at-) ^<kt>V^7ttt(2)i^ 
*i-^g|s^^i$^-eg|g^■r-5^^^c^n^tlgm1-<5R^^:R^®i:*^-'M^c;&oT 

R%x i^m. ^*tS[i~50DT;i/^>n/. ^ai!i[i'-'5®fci Ka=^i/T;i'=¥;K 
^^ms-i 2®TU-;i/ iaj&^±©gg|»R^'^ic^ UgSI$tlTV\ 

T%J:V^) , NR^^R^^ OR^^ COOR^^. * :feliC O N R^^R^^^^ 
*fett^yfi[tCgmLfcR^h— i^lC«;oTR^-R^i:3&y. N (R^^) CO, 
N (R^^) C (=NH) , N (r1^) CHg, o-'O-feV, :SL^ J . zfU^J 

R^'^ii, -yn^nru. ^nn. -^w^. a-K, — hn, r^y, tiKn^^t/, M 
R^^ R^^ r12^ fecktJ^R^^tt, ^ti-rtiMMiCTKm, ^*l?5ci'-'5®r;i'^ 

fc»ig^^lRi~5®r;i/55?y >r;i/$:^b, r^\ R^^^^xj^R^^it. tti^etiWi 
miz:^m. mmmi-5<DT/v^}i. mmfSLe-^-i 2<Drv-jv^ ^tziit^mm. 

7 — 1 3<z)T^>n/^;i/&^'r» ] 

{m^m2^ -m^ (d jcj3v%t, R^i^mmmi-5<Drjv^jv. nr^^r^ 
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'^KDt/^ U r JV!^}V:T)V^9V. I^BWC'^ 3 ® T ^M^ JUs 7 ^ i^r- 2 — f 

>-2->r;i/T;b:^;i/ (fefe'U T;i/=¥;i/^aJ4)'<3D^mSctti ~5t^s) 7?^€> 
;i/ T ;i/ -H/ ( . T*;i:<:#9USP^^T^M« 1 -- 5 . l*^ :7 ai 

[0 0 on I'; 

[0 0 0 2] 
[0 0 0 3] 
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[0 0 0 4] 
[0 0 0 5] 

34xe>ee#^*^^-tSifff^fflttB#®i^^U7^-f ^>f:7 (QOL) iz 

^ [0 0 0 6] 

ttC«?)ffl|gl41^^#ff9414445#. ®|gl^^#f»^9843977#*^feSo Z:tie>#fiFlCtt 

, mm. mm^mmmmmmtstEij^mm^nx\,^^ti\ mm^L<itsk^m<Dm 

1^ ^ ^ B&^RI tc o V ^ T >fe ^ e> g| ^ S ti T V > V > „ 

[0 0 0 7] 

^g&M -5 d ic „ 

[0 0 0 8] 

[0 0 0 9] 



[0 0 10] 



ttilE4t 2000-3073409 




(I) 



R9^j:yjR^%, (i)^4x^*iM<Blc7;b;*-D. ^^na, -^^d^, 3-F, 
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mmmi'-^S(Dii}^n^^yTJh^;V. SR^, SOR^. S02R^, (CHg) j^C 
02R^, SOgNR'^R^ CONr'^R®, (CHg) ^NR^R^^ ^^^^ (CHg) 

(R*^) COR^ iZZX'. k«0~5®lf®fS:^L/, R^ttil^^ii 1 ~ 5 ODr 
fly^/U^mV. R'^fei:tJfR®tt^ti-?tiMMlC;J<m. i^^iSC 1 ~ 5 ®T>n/^;i/, 

i^^f5f4'-6(Z)i/^nT;i/^;i/T;i/:¥;i/S:^t- ) ^^L, is^xfy^tt^itizm 

^^tS[6~l 2®TU-;b (fefe'L, l|iJe;^_hCDgm«R^*^{CJ: »;gg|$4xTV> 
T=fea:V^) , NR^^R^^ OR^^ COOR^^, *:fel±C O N R^^R^^S:^ L, 
^fett/>cyfiflcSg|bfcR^i:-Mlc;QioTR^-R^ii^y. N (R^^) CO, 
N (R^^) C ( = NH) , N (r1^) CHg, o-^>tV, 31^ :p^D/nV 

R^'^tt, yjvytu^ ^uu^ zfu^. H-Ks -hD. T^y. t:Kn^$/, 
^gci — sot;!/ j^i^f!ci~5®T;i/=i^e/, j^^i!ci'-5®T;i/7!j>^>f 

R^^ R^^ r12, fe<J;afR^^tt, ^n^tigll<HlC;^c^, i^^tS: 1 ~ 5 0DT;1/^ 

I^Milfi[4'-7 0$/^^Dr>H/=¥>«/T;v^;K ^^i5[7~i 3 0Dr5^>fl/^;i/, * 

fett^mtS[l~5®T;i/?t7/-f>a/$:^b. R^^ Rl^^J:t;fRl^tt, ^tl-TtlgU 
[0 0 1 1] 
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1 1 — 204809 
[0 0 12] 

—m^ (I) -eat$ti-5^y u y ^;i/fc'^->^#f4t®'?t>, r^ r^^ 

R^ mfj^mm&mizmCX^^^}. RV^miil-5COT;i/=3p;K NR^^R^^ 
*fett^UfilCfi^bfcR^i:-MlC^oTR^-R^i::&y, N (R^^) CO® 

[0 0 13] 

^fe, R^ R^. R^ R^. In*^if^fB^«^C|^DT^fe^;, R^*^;?K^-efeSfl: 

n T ;i/^>n/Tm/^m% ]^j^|^r*^-i 3W^3«/#'jJI/, 7:^^—2 t->f-;i/T;i/^ 
;v ( fc'^ l> > Twr#>>!Vas»'^^^*^ -c-'SSr-^^^ ^ , J-^^ 31 > - 2 - 

[00 1 :;4^]^ 
[0 0 15] 

R^iibTtt^iK^. i^^lS:i*>5>5®T;i/^;K M^ts:4^^e, 7<De/^^or;i/ 
^^i^7*^^ 1 3©7x:^;i/t;i/^;k ^^lS:2}^)^e> 7<z)r;i/'?r— iK^iSci 

) , i^iglii A^^ B"®'5^-7^>- 2^->f;i>^;r:^>" (:/^^ iti*^^^^^ 
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19 



>f;v>i5^;ix, — f;i/x^;i/, 7^>-2 — f ;i/::/"n tr;i/, 5^;d-:7a:> 

[0 0 16] 
[0 0 17] 

R^li, iS|■^Sgfil^tA$:?^^L;&^^©^^C^iRl^S:^b, rCD^-^OR^^ilU 
Ttt7;i/:*-n, 4^nn. -i/n^, a-K, — bn, nKn^ps/, :;1^;k /i/ 

h U :7;v:rn^ h^i/, ^^r^', :7ai-;i/, fcKn3pS>^^;K S R^. 
SOR^ S02R^ CO^R^. CHgCOgR'^, (CH^) gCOgR*^. S OgN 
r'^R^ CONr'^R®. Nr'^R^ CHgNR'^R^ (CHg) gNR'^R^ N ( 
• R^) COR^ CHgN (R*^) COR® (CHg) gN (R*^) COR®;b^ 

*^-i!tlC;&oTlli-&ig#5gA 0 - 2 R^ttMJzB© 
R^®T'feS*\ $blC2M<Z)R^*^-MlC:&oT*i^3gmjtA$:?^^t- -&A^®V> 
^tl*^T*$>So Z10j®-^^«litAi: UTtt, 0~2^(Z)R^T'@mSttfe'<>y 

Vl/>'*W*b<, #lco~lM<©R^'t?gij|$tife'<>!/, -iy'rJ. S/^n 



8 
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k 1 1 — 204809 

^ (I) (Dit^mit. M.i^mKitrm<D-'m^ (iia) , (nb) . cue) , (i 
Id) vm^-^n^f}^^ zti^it—m^ (i) ^lsS'rst)©T'^ii&v^o 

[0 0 1..81 

[ft 3] 




(fld) 



g 
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, h U 7;^:*-n:* h^pj/. S/ry, y^u-ju^ fcKn^$/:5i^;K S SO 
R^, SOgR^. COgR^, CHgCOgR*^. (CHg) gCOgR^. SOgNR'^R 
^ CONr'^R^ Nr'^R^ CHgNR'^R^ (CHg) gNR'^R^ N (R*^) 
COR^. CHgN (R*^) COR^, (CHg) (R*^) COR®*W*b 

<, z:tie>®^^®R^i: LTli:*^;K R'^i: LTli^lg, R 

i/^^^□tf;l/:/5^;l/5&^^^l^^^^^gF^ bVN. ^7^, R^ii R^^iijij^—j^lc^^oT 
j^9_j^l8^^y ^^gfitii $r L T % ^ < Zl (C tt, Zl ® b T 

l2©-jiS^ (Ilia) , (Illb) , (IIIc) , (Illd) X^m^-t^ZLttf^-^^^f)^ 
[0 0 19] 



1 0 



mil#2 000-3073409 




t 



«^SR^^lC<fc*;g^$tlTV%T=fo<fcVA) , nr^°r1^ or^2^ coor^^ 
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R^^i: bTli;!K^, x^;k ^ai— ;k 'Oi^VK R^'^t.l^x 

ityjv:tu^ ^na, 3^d^, t^7, Ov^, rti^®R 

) T^y. 'O^vi/r^y, ^;i/^;i'T^7> r-fe^;i/T^>', nKn^j/. ^ 

h^i/, :^A/:^^i/. >t h :?r $/:j57;i/3K::i;b> ?!7;wt^^;K :?t5^;i/;!7;i//t^>r 
. V:^^/Vitj;\/A^>( *fcR^©e»t». '^U (StcSglbfcR^il- 

MC^ioTR^-R^^IRIHgiiSrJ^^-rs^-^lCtt, :i<DR^-R^<D^mmmt 
. N (R^6) CO, N (r1^) C (=NH) , N (R^^) CH^. o-^yifj 

, •fujiJitf^tS'^V<. z:4xe>®iti"e%,#ic, N (r^^) co, n (r^^) c ( 
= NH) , N (R^^) CHg^^^f^LVAe Z.<Dm^(DR^^ HVXitTii^m. 

t-miztj^^xR^-R^c^^mmm^mmi^. r®R^-R^(D^^i^)t*^N (r 

IV) T'#!l3^$tiS*^ z:tie)li-JK^ (I) SrlS^f s=fo(^>•^tt«^v^o 

[0 0 2 0] 
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mmn^miz0t.h\f^mmamLt.vxit. msi^. mmm.. mmm.. Mit7i<.mm. 

# [0 0 2 1] 

[00 2 2] 

-jK^ ■( I ) -v^ti^^y V y ^^jvy-^-ymmmmm^y^Jb < i%M^m<Dm 

^C#^S4^TV^S:^:il^ [Brain. Res., vol. 297, 191 (1984) ^ fettJ. Pharacol. 
Exp. Ther., vol. 240, 978(1987)] ®:^^^fe•T?^TV^ e» -5*^ ^^'Th^Z.n^iZm 



1 3 
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[0 0 2 3] 

mjg, A-=¥>V>^. «S^#M®^1S3e, 5i^fffi=KJi44iaE^. 

thered cordjg^^, ^ocD/t^-, ^^^mmiS^if.ii'^^^. fziMh. 
[0 0 2 4] 

mx^&. ^^mmnhxit^mM. ^m. wlm. ijzr-^jvm. mmm. w^mtst 
if*^#ife>ti, zLti^mmit^mcDrnM^miz^^xm^'t^^tif^xm^o ^ 

M-t^mi^^^Aitl B 0. 0001mg~10g, ^f*b<ttO. OOlmg 

~i gT'fe»j, 'tti'etiim^rciitmmiz^iifxiSL^^&z.tif^X'^&o 

[0 0 2 5] 
[^i^M] 

jetT, ^^mi5^xfmMm^mifx:^mm^M.i*imKmm-t^o 
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[0 0 2 6] 

1 7-5/^ny/'ntf;i.:5l^;V- 6, 7-v^tiFD-4, Sa-rc^K 
=^Sy-3, 1 4 /3 -^t: Kn^^rS^- 6, 7, 2' , 3' - [4' , 5* - [>f ^ 
J (c^^V^^jy ] Uy] ^/bt^^J^ • 1 7-:*^;i/-6, 7 

-7^llKn-4, 5, a - 3:-Ji<„:5p^.-^.,> 1 4 /3 - t K El'^ e^/ — 6iJ 7 , 2.' , 

3' - (4' -r^y^yyy) ^*J!i/.tih:y>2^- i 7-iy 

tJ'Dyntf^l/^^^;!/- 6, 7-5='tFn-4, 5 a ^3^^/- 3 , 1 4 i8 - 
HKn^i/-6, 7, 2' , 3' - (6' , 6" -ai^y-7' , 8' 

[0 0 2 7] 

2 : 1 ;7 ^-S* ^>«/'- 67 7 '*-7*^^-KtI"^ 4 * 5% ^^"jK^ S/ - 3 , 14 

K^^ML##98469f##'*t^sS^l5m«l^^^ 17-^^ 
- 6 - ::4:JP V r-»4^. 5>;a «r ic,jj«^^ -*1^W/S *^ fc:iK - 3 - h - ^ 

315 «g (1.00 Bmol), O - T ^ / T"fe h 7 a: 7 > 133 ul (1.10 maol) 

c ^«IIMS:-^t>-ftTM7K8S^:M-y ':7i:,T'^^^, «iRILT#fe5|a^j^igf S: $/ y 
:*^f;i/:i7^A^^DVh*e3ftigU l7-pi^;i/-6. 7-5^t:Kn-4, 5a- 
oijK^J/- 1 4 /S -t KD^^S/- 3 h:^r$/- 6, 7, 2' , 3* - (4* - 
y y ) ^TU^-r^ ^382«mai(.JUt^^r2m $:2Si?^3:0)i^li3iF'$:PM 
F 10 mLKmMb.^-' n^^:e?^t5^^-5r^;i/..0.T40ii6i».(4|;58!la»^^ ijJj^lJ-'J^ JA,t - 
::^h^i/ K 496 mg (4.42 m-^l) S:Jn;tT; 1 2 OfgT' 3 It^ll^'S-erfeo SJS 

(=4 : 1) m-^^t^^cTttffiL7£:„ mmm^^t>'&xM:^^m^ h V ^ 



1 5 
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it^m<DyV-ii^ 181 mg (JR^4 9%) tLXmfc.. ^ >X;1'JJn>^ 

[0 0 2 8] 

#%M3. 17-;i^;i/-6, 7-7^llKn-4, 5 a-X/K^S/- 3, 14 

/s -t/n Kn^i/- 6, 7, 2' , 3' - (4' -t FD^^/=¥y U 

m^mnzmm^nx\i^^:&mx'mT^Lt=. i 7-:>i5^;p- e, 7 -^^t kd- 

4, 5 a -X3K=3pi/- 1 4 i8 -^'k: Fd=^^'- 3 h^^rS/- 6, 7, 2' , 3 
' - (4' -T^ y U y ) ^;i/hl:^> 400 mg (0.96 mmol) S:B^^2.5 mLi:2 
0% fiigm7K^?g4 mL©ii'^^^lC^«^UTOStC?^^L. M^iigft:^ h U "i? A87 mg 
■L^rlgTb, ^®**0S-^1^^^^U z:CD^i^V%T4^fSinl^ 

. ^nn*;i/A : (=4 : 1) m^mmizxmmvr=.o mmm^-^tD 

-^xMTif.mmi' h V ^M^X'^mm:. mmvxmr^m^^i^^iyv :^¥jvitj^j^^ 

U-7hXmmV. 17-;t5^A'-6, 7-7=t:KD-4, 5 a -Ol^K^S/- 1 4 
/S -fc Kci=¥S/- 3 b^j/- 6, 7, 2' , 3' - (4' -t: Kn^^t/:^^^ 
V J) ^JVH^y 167 mg (iR^4 0%) $:^fe„ ZKDffiSgi^S: DM F7 mLlCM 
«¥L, n-::^DA>^;*—;i/ 0.17 nL (1.84 Miol), jtj U A t - h ^ K 2 
15 mg (1.92 ■aol)S:}&ll;tT, 1 2 O^T? 3 ^iaMlS$-&fco iKlSI§«tS:?^*P L 

t:^n> mmmmys^^m-f-hv^j^yi^mm^m^x^uu^^/v^x: J-;]/ (=4 
: 1) m^mmizxmiai^r^. mmm^'^t>^xm7!<.m.m-^hv^j^xmmm. 

—ft 69«g(JR^4 5%) i:L/T^fe„ ZltlS::>l ^ ^XA'slN^KMi; LT^S-ffc 
[0 0 2 9] 

##M4. 1 7-:jI^;1/- 6, 7-7^1^^0-4, 5 a-OljK^S/- 3, 14 
/S -e^t: Kn'^S/- 6, 7, 2* , 3* -^J V ^'EJV\^'f->6_' 
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[0 0 3 0] 

#%M5. 1 7 -:7ai:^^^;i/- 6, 7-v^tKn-4, 5 a -3i/K=^r2/- 3, 
14/S-t/HKn^^-6, 7, 2', 3' -^>> U 7 ^;.ktl::it>7_;^t5?>.;^ 

, 5 a -3lJK^i/- 1 4 /S -i^t: Kn=^i/- 3 h^S/- 6, 7, 2' , 3' 

150 Bg (0.39 iniiol)tC^>$;^';i/T-fe hT;V7^t F 240 mg (0.80 m 
■ol),y S;'?^ h U T-fe h=^S/3Kn/\>f K^>r K 165 mg (0.78 m«ol)|:jD;t, 1 
, 2S;?i^nDX^> 5 tiLt.mm 22 iillC^j!j?3-&, ^MT'2^imm#bfeo M 

^/Vij^M.^mW'ih^'mM^ i:7'^-c7 3ir#-^»;i/- 6t|fe 7 -7^Hl~F*t3^ 4, 5 a 
- XtK^ - 1 :^<S8^'fe:-FltC^i$/ - 3^ ^ ;|> 6 „ 7 f ,2 > , . 3 1 - / U 

y ^ ;i/ H > 186j!ig^(Ji^^-%1)«^^t^^^r ^i»|^^^©.Mj^ 

n - »^*;i/%0#ii9i»I«(2%0%iii<^lfr^ .:*4y^«5'*Mt»f-t/5F^ t/ F 210 

mg (1.87 aBOili>f^;ga(^^.1.2 i3,^ii^3:^;^j^^ 

1) m^mmizxmmi^r^. mmm^^t>^xmy!<^mm-f-hv^2^X'mm^. m 

143 ng (itx^79%) i:bT#feo >::<.;i/3}^>^ifei: LT^S-ffc 

^%7_S:^fc- 

[0 0 3 1] 

##M'6.. 1 7-*(2^-f^^^*;U>a:'fF-^;i>^&,t 7*^ E'-F'El *-'4 ,^ 5 a- JQ 
sK^ri/- 3 ,. 1 .4ij8^ $;?-lsi .Ftei::^*^#^-6^7T 2'^ , .3:^ — V J.^Whl^S^ 

##MllCfa«$tlTV%S^^'e^iibfel 7-7K^-6. 7-7=^llFD-4 
, 5 a-X/K^i/- 1 4 iS-e^t Fa=3rt/-3-;^ h^$/-6, 7, 2' , 3' 
-^fl/H-f-y 99 Bg (0.39 ■■ol)%:^>if> 8 ■LlCigji|S-&. (2-^xn;i/ 
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hi^l/— h 327 mg (1.16 mmol), :r.^JV7 0.36 mL (2.58 mm 

^MsX^m^. mmLxntcm^^^^-yv it3^jv:^^Ai^ hxmmi^. i 

7- (2-5^a:^;b) 6, 7--7^t:Fn-4, 5 a l 4 iS 

Kn#S/-3 6, 7, 2' , 3' - ^ / U 7 112 m 

s (4x^8 8%) ^mr^o z.<Dmmm^'DMF 5 muzmmv. n-ynA>^;^- 

— ;i/ 0.10 mL (1.10 mmol), V ^ t -Z^h^t/ K 124 mg (1.11 mmol) $: 
AT, 1 2 0|tT'3^IS^lSS-&7to RiiSMISSr^^aibfe^, ^jftll^^*^^ h 
y ^7A:!K^?KS:tlD;tT^rnn3iN;i/A : ( = 4:1) ^^?§i^lcT«lffi 

ufe. mmm%:^t>-^xMyi<.m.m-f-hv ^j^xnm^> m^vxmr^m.^m.m^ 
) nLxmtcLo ^n^:f' ^y7./v^ym^thxmmit^m8_^mr:io 

[0 0 3 2] 
[0 0 3 3] 
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